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ABSTRACT 

NEW MATERIAL: A compound shown by formula I (R(sup 1) is H, (halogen-substituted) alkyl or (substituted) aryl; : 
alkylene; X is S, sulfinyl or sulfonyl; Y is O or imino; when R(sup 1) is H, X is S). 

EXAMPLE: 5-(p-(Decylthio)benzyl)thiazolidine-2,4-dione. 

USE: A blood sugar lowering agent having a little side effects. 

PREPARATION: A compound shown by formula II (R(sup 4) is R(sup 1) except H; Z(sup 1) is halogen; R(sup 5) is h 
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HttW5 (R=(CFx).CF,) 



CF s (CF x ) x -$ 



n f 

$ NH 

V 
0 



5- [p- ( (1,1,2,2,3,3,3 ^r^DD7' 
at'ju) + ^yi>)v) ^ 7 •/ g y - 2.4 - 
* V 

mmtsvn : 4- ( (1.1,2.2.3,3.3 ~^r^7a 

135-136 T n - ^+ -9- y - x - -r ;i/ 
7C#$MfiMI (C,3H»N0,SxF,i LT) 

C(X) H(X) N(X) S(X) F(X) 
S&fiS 38.33 1.98 3.44 15.74 32.65 
38.25 1 .81 3.39 16.39 32.63 



»*#»«(■/*> : 407 (IT) 

&m%&H%X^? Y 1\> (d*-DMS0 , TMS |*]gfltg<S> 
6 : 3.20(lH.dd. -CHH-) 

3.48(lH.dd. -CHH-) 

4.95(lH.dd,-CH-) 

7.38(2H,d, 7 x 

7.63(2H.d, 7 x 
12. 08 (1 H. br, NH) 



-©- 
-©- 



CH, i < 

S NH 

V 
0 



CH, 



S NH 

Y 
0 



CH 



NaBH 4 



z I f 

S NH 

V 
0 



fa [ 4 - (2,4 - V * * V - 5 - * 7 '/ ■; •>" ~ 
IU) * ^) 7 x >>^^7^ K 18.37 g 
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»Hf 4-G657fl(11) 



(0.039* AO <DX? J - to ( 1 8 0 i t ) 

Y 'J $ J- 2. 9 2 g <0.077*/iO fcjll*.. 
SfiT 2 *|SiaittLfc. EJSfcTfc. *i 1 NSSt 

- < n - *n * * y : *H X * /I/ - 4 : 
1) T fll SI U T . 3. 0 5 g (16%) 05 - ( 4 - 

M*rM 1 /^*') * 7 •/ u y - 2, 4 - * y 

fit* 84.5-85 t 

7c£#tff<I <C,.H,HO«S,£ It) 

C(X) HU) NCX) S(X) 
SUB 50.19 3.79 5.85 26.80 
Uttft 50.38 3.87 5.62..26.58 
: 239(M*) 

ttffiS\S«^^^ ^ (d*-DKSO . TMS f*3g&£$) 
(5 : 3. 04 (1 H , dd , - CHH- ) 



3.31<lH,dd,-CHH-) 
4.85(lH.dd. -CH-) 
5.33(lH,br.SH) 
7.07(2H,d, 7x;/l/) 
7.21(2H,d, 7 * -/U) 
12.0KlH.br,NH) 



1) NaNQ,/HCl 

2) CHx»CHC00CH 3 



S 
I 

3) HiN-C-NH s 

4) Jra*#a? 



CD S 



CH, i < 

S NH 

Y 
0 



S NH 

Y 
o 



fa* 



4,4 ' - '>*7 ^ 5/7x^/1/^^7 4 K 2 1. 6 
g (O.U^) , >^;-^20fl H £ u 
ri3£& 1 0 0 ■ * *Jto;lfc & 0 r tcftlJlL/c. ;&> 
§ S -tf * rt< & > iEffitt * h y * 1 3. 8 g ( 0. 2 
0fc;fil*i§i£* 1 OtHTtiTLfc. E 
£**7&, 7 ? »i ^K/ 3 0 0 g *flD*.> St 

ftffl < i ) 1 o g * £jjn*.. i&s££fifca 

T^il,/:, 1 £ x - r ^ 2 * 

2 0 0 ■ <C«*L***K*15. 2g ( 0. 2 * 
to ) s m & t h 'J *2 ± 1 6. 5 g (0.2t/l/) * DD 
its 1 4 Oton&fc±i 5 tfHimMHff Lfctt* 
4N-!£fii 00 «**j!jna.T,MKi4 0tG> 

*5 0 0 ftSif/i'S 0 0«£ 

i/'j*y;u*7i?a7^77-f-ClH < ® 



0% : 2 H®^ 9 J — )\* Aj it 9 o o >fr ;u 2% ) . 
Rf-0. 5 5<OlS{li^*j|«)Tv 5 - ( ( 
DD7x-;u) *>'^) -2,4 

y *7 '/ 'J f V Ufc£fc)C) 2g^f:, 

Rf- 0. 3 9 ©&dJ#*£*!>T 5 - (p- 
(p- li/rSZ+fr) 7 x -A/) 
/I/) -2,4 - S>**V *7'/ y *>" V (tt£«3D) 
0. 5 g * f* *: . 

Rf«0. 0 9 ©i§dl$H*<s> 

Rf- 0. 5 5 

Si* 118-120 r x - r ^ 

7t£##HI (Ci *Hi tNOiSaC £ t LX) 349.862 

C(X) HU) N(I) SU) C£(X) 

SSSjl 54.93 3.46 4.00 18.33 10. 13 

USUI 55.23 3.55 3.83 18.35 10.10 

f i^df <!<»/*) : 348CM-1) 
Neg 

tei&Sv&lfc*^ <CDC£ 3 , TMS flgfl&SD 
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6 : 3. 10(1H, dd. -CIJH-) 
3.55(lB,dd,-CHH-) 
4.51<lH,dd,-CH-) 

7.1 ~7.4(8H,«, 7 x 
8.90 (IH.br. NH) 

Rf - 0.39 

»»#*«(■/*> : 354(W*) .238 
#*HII*«X-<^ r /KKBr) co-' : 
W 2260 (C^N) 
ttfBS&ftWX*** r rt> (d*-D«S0 , TMS A«B») 

5 : 3. 15(111, dd. (C^-CHH-) 

4.05(2H,s,N ~C-CH r - ) 
4.94(lH,dd,-CH-) 

7.2 ~7.4(8H.», 7 x 
12.1 (lH.br. NH) 

4,4 ' - 9 7 $ J *>* 7 x ~ )V 7s )V * V % M W i 



»BDT4-BG57n (12) 
Its iHmcUTKT©«**Efttf 
F *#/c. 

c^^so^-^ch.^-t 0 

o 

5 - (p - ( (p - £nD7x^;u) x ;u * - 
;u] y C/ tu) -2,4 "■;**vf , 7/'JS?y 

Rf = 0.27 

tt£ 183-5* t 9 J - >\> 
7C*#*T« (C i 6 H 1 2 N0 4 SiC £ i Lt) 381.860 
CU> H(X) K(X) SCO C £ (%) 
Siftifi 50.33 3. 17 3.67 16.79 9.28 
Sttfl 50.51 3.27 3.53 16.71 9.27 
ST I»(rll(i/i) : 382 CM+ 1 ) 
Pos 

tt!8ftft«x-5^ Hi> (d6-onso.T«s rtgBV.$) 

5 : 3.24(lH,dd,-CHH-) 
3.50(lH,dd.-CHH-) 



4.96(lH,dd,-CH-) 
7.48-8. l(8H,m. 7 x ~A/) 
12.10 (lH.br, NH) 

Y 
o 

5 - C p - t p - c ( > y J * * * ) 7 x ^ ;u ) 
^'/i/ii/) 2.4 V * T •/ »J 

£/ y 

JE£Htftft : 4,4 ' k / V? ****** 

Rf = 0.16 

«ft£0f «!(■/*> : 386(ir). 270 
#^r«««^^^ h ;i/(KBr) «" : 
W 2254 «"« ( C ■ N ] 
#iB*\fti&* ~< £ h ^ (d*-0MS0,THS f*Jgfl&m) 



d : 3.46(IH.dd. (5)-CHH-) 

4. 18(21. s.N sC-CH,- ) 
4.95(IH.dd.-CH-) 
7.5 -8.K8H.B, 7x^/H 
12.1 (1H. br. NH) 

HftW 9-11 

; c- c e 
? / i 
cf, 

i 

S H 0 




5 - (o - ( - MJ7D 

n x * ;i/ ) * *3 ^ y ;u ) * 7 •/ 'J £/ y - 2 . 4 

Bflft^tt :o - ((2-^0-1,1,2 - M) 
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JIB ¥4-66579(13) 



Rf « 0.35 
HA ®# 

Ttfctftfrffi <C,.IM0>S.CIF,& VX) 355.789 
CO HO NO SO C£ (X) FO 
SfttI 40.51 2.55 3.94 18.03 9.96 16.02 
H**te 40.55 2.69 3.93 18. 08 9.97 15.79 
*»#»«(■/«) 8 354 (rt- 1) . 356 («+ 1> 
Neg 

#ia£v&%*^* (coc*, , rns rtgB&m) 

<5 : 3.40<lH,dd, -CHH-) 
3.96(lH.dd,-CHH-) 
4.65UH,dd, -CH-) 
5.80~6.55(1H,*,P-CH-C & ) 
7.25~7.85(4H,n, 7 * 
9.05(lH,br,NH) 



Hflifl 1 0 



CH 3 S0 



CH, H < 

S NH 

0 



5 - (2.6 - £ d o - 4 - (> f-^X iU* - 
;u ) ^ y ;u ) -2,4 - * * V * 7 •/ 'J v 
!££ML£%>:2.6 - - (> * * X M/ 



CH 3 S0> 



Rf -0.24 

Ik A 195-199X > * J - A/ 

7££#tf?ffi <C,,H,N0,S,C£ « ill) 354.234 

CO HO NO SO C«0 

Steffi 37.30 2.56 3.95 18.10 20.02 

Hl*ffi 37.40 2.57 3.99 17.13 20.58 

STttftfrffiU/z) : 352 CM- 1> , 354 (Mil) 



Neg 



Y)\> (d*-DKS0.TMS AttfljlH) 



(5 : 3.37<3H.s,-CH,) 
4.90(lH.dd,-CB-) 
8.02(2H,s, 7 x - )\>) 
12.26(lB.brs,NH) 
%fcW 1 1 



CH,-S 



Vry s nh 

V 
o 



5 - (p - / *fr**'<yi?)u) * 7 / J J 0 v 
-2.4 - V* v 



CH,S 



-©- 



NH i 



Rf « 0.36 

&& 91-3-C x - ^ 
7c£#tfHI (Ci.HmNO.S, tit) 253.346 



CO HO NO SO 
Steffi 52.15 4.38 5.53 25.31 
^ttffi 51.92 4.28 5.61 25.20 
»f #»«<■/*) :253<M-),137 

h ;u (CDC£,,T«S 
* : 3. I2(lH,dd, -CHH-) 
3.47(lH.dd.-CHH-) 
4.51 (lH.dd.-CH-) 
7.05~7.45(4H,«, 7 x 
9.14(lH,br.NH) 
Xttffl 1 2 

1) NaNOz/HC £ 



O.N^g^S -©^UH. 



2)CH,*CHC00CH 3 



C * 



II 

H*N«C-NH, 



S NH 

V 
NH 
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»BB¥4-66579(14) 



4- (p-iF07i-/l'f*) 7~'J>'24.6 
g (0.1t^) 2 0 0 ■*£&7!hL. 

*aa» 3 5 ■ orc»»Ufc.* 
iffltttMJn7g (0.1 

7 ? 'J 6 0 g fcfjil*.. KttS8 ( I ) 

/c.8££*5 0 0 «K i^-zi'SOO ■ « 

^; - ;H 0 0 ■ £ £ i§ L > f tif U g 
(0,1%;p) . ftKt HlHUg ( 0. 1 * /i/ ) 
^Ja^LT^ l 4 o r ©»iS±T 1 5 ^rPBl^n^fHf^ 

Lfc 81 4> 2 - << u - 

•>' ;u ) - 4- **Vf-7'/y^X18g*»/:. 

SSttftfrfK"/*) : 358 CM-1) 



Neg 

(d»-DMS0,THS ftgflgm) 

5 : 3.02UH.dd,-CHH-) 
3.45(lH.dd. -CHH-) 
4.63(lH.dd, -CHO 
7.3 ^8.2 (8H,b, 7 x - A/) 
8.97(2H,br,NH) 
%WW 1 3 



NH 



V 



NH 



HC £ 



- ( <p--r07x~A>) * * ) ^ ^ >" A/ - 4 
1 5*Httlift«#l'fc* £SC»»fc* «f*U/i 



( ( P -i|-o7*A;i/) 3 -< v is )U) - 2,4 
- •/ it * 7 * 7 •/ 'j X 8 g £ ft /C • 

j» jft 81-2 t / 9 J - * 
7c£#tJMl (C i »H i zN z 0 4 Si <b L *t ) 360.414 
CO HU) N(X) SU) 
aiftfl 53.32 3.36 7.77 17. 79 
XK1 53.25 3.27 7. 66 17.74 
Bi»Hr«(i/«) • 359CH-1) 
Nee 

SBSISSX^^ (d*-DMS0,TMS W^tgm) 

: 3.26(lH.dd, -CHH-) 
3.46(lH.dd, -CHH-) 
4.94<lH.dd.-CH) 
7.16-8.18 (8H,«, 7 x -AO 
12.09 (lH.br, NH) 



XKM 1 4 



S NH 

Y 
NH 



2)HC £ 



CHi 



S NH 
V • HC ^ 



1 2 2 - 4 5 y - 5 - ( P ~ 

( ( p -^ho7xA;u) ^ y *>* & ) 4 - 

V *7 •/ V y 3. 6 g (0.01* ;u) . 
1 0 0 » £ ^ s 7 * - - v * AM ■ £ £ ffl t * T * 

- ( P - ( ( p - 7 $ J 7 x - AO ^ y x 

;b ) 2. 4 * * * 7 * 7 •/ 'J ■>" * 8 K 8 2. 5 g * 
®/c. 

Hi* 135- 143 r 4v-raj<j-fr 
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7cX£»«t (Ci»H,>N,0,StCUl/T) 

C(X) HU) N(X) S(X) Oi (X) 
81ft ft 52. 38 4.12 7.64 17.48 9.66 
USUI 52.40 4.12 7.55 17.20 9.65 
««»««<■/«) :331(«4l) 
Pos 

fciB£v£B&*^* r & (d*-DMS0,T«S rt&«$) 
<f : 3.10(ll.dd,-CIIHO 
3. 36 (1H, dd. -CHH-) 
4.88C1H. dd. -CH-) 
8.2 ~8.4(8H,», 7 x - JU) 
l2.KlH.brs.NH) 



re a a #s± * » « h 



r 



OiNKOVs-KOhCH, 



mutm fit m 



tm ¥4-B657fl (15) 

* tt « IE * 



¥52 3 ^ 2 £0/B 



¥rt2*«rJMH 7 69 55* 



2. s«o k «fk 

3. *§iE*T*« 

ft 0r Km«S**EB#«S*Brr2T@ 3# 11 ^ 

( 667 ) \uzftmmm*:&i± 
Kmm & isa a * 

A 

ft m Km««*E^s^ iT§it85 

& £ (8920) S # « = 

7. ffijEo^* egaieo r*w*)i*«Bfcttwj <om 

6. faJE<r>n® 



£ ft 



4. -ft 3 





Sy^JH'HCI 
0 



J * 



0,N-<g>-S-/oy CH, T— f° 
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